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(57) Abstract 

Novel 2.amino-3-phenylpropionic acid derivatives represented by general formula (I) OT .^ K . the ^J} a X|".§ 
a high safety and being useful « ai excellent hypoglycemic agent and an excellent agent for lowering blood I pid 
levef medicinal compositions containing the same; and processes for producing the same, wherein A nmsott J 
nitrogenous heterocycle; W represents wygen or carbonyl; R. .represents hydroxy, an ester residue or a substituted 
imide group; and Rj and R 3 represent each hydrogen, alkyl, aralkyl, alkanoyl. benzoyl, etc. 
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7^)x|>4->] "7i~;l/} -2-v^^;U7 = yynbr^-yKoi^/i/ 
x*-r;l/; 3- {4- [2- (2-^vy#*1fy*«J;M?';l'7 5 y) x 
h*->] 7xx;H - 2 - ^xf « ; h't >S?xf ;|/xxf;V ; 
2-tert-7\>*i/tiJ\'*:-Jl'7i J -Z- {4- [2- (5-^f-;l/- 
2-7xsA-4-t+t , /9*) x(. + J/] 7 xx;H 7n^Vix 

; 2-tert-^h^ri/^yl/^^T$ y-3- (4- [2- 
(5-x^-2-hT«; ?)V) xh**>] 7x-;H -rPhTti/Kx^/i/ 

x*r;l/;3- {4- [2- (5-x^/l,-2-£'j xh*i/] 7x 

-2- (2, 2. 2- H;7;M-n7-fe^;W7$y) yohr^->K 
xf ;U7f;l' ; 2-7-t??-;l>7S y-3- {4- [2- (5-**-*- 
2-7x^Jl/-4-*4 t tf % /UA') x^>>] 7ix;H :/n tr^gx 
f ^iXf^ ; 3- (4- [2- (5-,* *-;l/-2-7xx;t,-4-** 
t'/'J^x^i/] 7xx;H-2- (2, 2. 2 - h U 7;l/*o7-tr 
l-toTiS) 7*ott>gif^xxf;l/; 2 &7 i J - 3 - 
(4- [2- ( 5 - ^ f 2 - 7 xx;p- 4 - 1 +tV >J ;P) xh**>] 
7x — yDtf^-^x^-yUi^-r^l/ ; 2- (2 - ? n;l/7-tr?-;l/7 S 
</) -3- {4- [2- (5 - > f ;K 2 - 7 xx;i/- 4 - t^t 7 'J ;P) 
xh**>] 7xx;H 7 , Dft>itxfyl/x^f;l'; 2- (4-^on^ 

7$y-3- {4- [2- (5-***-2-7x-/l/-4- 
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(4- 12- (5-^f^-2-7x-;i/-4-t+t , / , J;P) xh+-/] 

7x-;W -2- (4-- hooysfji,) T\J-?wa?y®i2.i-)\,2. 

2- (4-7)\/*ulyy4 )V) TiJ-3- {4- [2- (5 
-yf-;u-2-7x-yi/-4-^+-9-V'J;i/) x(>^>] 7i-;H yn 
tf^->^jL^;i/iXryi/ : 2-*;l'^l'7S V-3- {4- [2- (5- 
^^u-2-7x-;i/-4-Jt-+-^y*U^) x^«>] 7*-M 7*0 £ 
t^xf^xxf;!/ ; 3- {4- [2- (5-yf;P-2-7x-;i/- 

4-^-9-VJ/l/) xh^<>] 7x~;w} -2-yDt°^--;l/T^y7o 
hr^->SExf-;i/xxx^ ; 2 -7*./ -Ol/7 S y - 3 - 14- [2- (5 
- ^ f 2 - 7 xx;i/- 4 - t 4 / 'J ;P) x|.+j/] 7ix;H 7a 

bf^-i/ijxf-^x^x/l/; 2-^^>X/l/^— yI/T$y-3- {4- [2 

- ( 5 J >f;l/- 2 - 7 x x;i/- 4 - 1+ 1 7 •) ;P) x h + •/] 7x-;l/} 
7*n Ift^xfyi/xxf/l' ; 2 - h U 7;l/tn^^ >x;l/*x:;i/7 5 y 
- 3 - {4- [2- (5 - ^f^- 2 -7 x-;l/- 4 - t^t'/'J ^) x. 
b**>] 7*-M yv^Ttym^J^^JV ; 2- (1, 3 
V-l. 3-v^h Ko-2— f V-fVKtf AO -3- 14- [2- (5- 
^ f /b- 2 - 7 xx;i/- 4 - t+t!/ 'J ;P) x 7x-/H 7nbT 

t>Sxf/i/x7f^; 2-tert-7*h + ->*;P**-;i/7iy-3- {4 

- [2- (5 -J***- 2 -7x^-4-**?*/ 'J*) if**^] 7x 
x;H 7ott>i 2, S-mv-l-h'DiJ^l/xxf^; 2 

- h U7;M-o7-fe^7$ y-3- (4- [2- (5->f^-2-7x 
-;l>-4-:**1J-y*'J;l/) 7xx;H yob^^T; K ; 2, 
2t- 2- MJ7;M"p-N- [2- {4- [2- (5->f^-2-7x 
-;i/-4-^-+ify*U^) xh+i/] 7x-;W - 1 - (tfuU^>-l 
-#;l/**x.;i,) -xf;i/] 7-b^$ K:N-xf-;u-3- 14- [2- (5 
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- (2. 2. 2- h 'J^^uT-irf-^T^ y) ^ott>7i K ; N. 
N-^xf-;i/-3- {4- [2- (5->f ;b-2-7x-;K4-t+ 
f 4 /'JA)xf^] 7x-;H -2- (2. 2. 2- bVyjl>*uT* 
W$;)yDtt>7U';2, 2, 2-H;7;M-o-N- [2- 

(4- [2- (5-^f-;w-2-"7x^;U-4-;**-tfV'J;l/) Jih + v/] 
"7 x-;l/} - 1 - »J > - 4 -rtyl/tf^/lO xf^i,] 7-t?* $ K ; 

[3- {4- [2- (5 - ^ f^- 2 - 7 4 - t+t'/'J x 
h**] 7i-;l/} -2- (2. 2, 2- VVyjVtuT^JVT i J) 

IS5««lcflFSl/»*ttir4 % >tiB— (I) T*£ftS2-7£ 

-73, 2-7S y-S-^x-^yoh'^-^Kfl^OtlSttttgS 
&&©£, =J'^Ifcg, t^>W&^ U > rJ&g. > x S Kig, 

^•f*i©ttco^Tt>cn&ci83e*n«c^ 
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toona#wfr^$n«a(*:, mm. *woak nmm. mmm. 
au mmm, %<m. %mm, tmau %mm. mmk 

*77-fe/l,$!| s ho-m iT^-m &$3!k &3!k ^ 

US*?). *fgBJJ©ft£!& (I) £0. l~10 0 0ag#j::l~10 0«ig£ 

strnzmbTtoo. i®<DM&\i. <e©ffigt©gj&© 

TttV* C i \t *> 5 5 o 
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U\>~ M) (A) 



CORg 



(A) 



-e%ztiz>2-7 $ ; -3-7 *-jv7vv*>wtmm#z. a a- cc 

H 2 ) mRT^SftSA- (CH 2 ) mS^AT^^Wtl*^ ttilttA 
- (CH 2 ) mCOQT**£*l£A- (CH 2 ) mCOIiA7;l/*;>f;l/ 
flS5Sil£££$ii:Ti — »5C (B) 



ntbT. -ma, (o 



^ o R , o «k tf/ 2 teg R „ OSfStt^i* t £JS $ -UrT T S J 

S{rR 10 te«k^ / /t^«Ri,^AL^^ ;&D7K#fi¥LT> -fl&S; (E) 




CORg 



(B) 




CORg 



(C) 




COOH 



(?) 
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coRg 



NHR 12 



A-(CH 2 )m— O 

(F) 

* 

Ts (G) 

H^Y^f COOH 

A-(CH 2 )m— O-^^ NHR « 

(6) 

OV- h 4) ±iE^- M"rf§t>*i5fl:&^ (C) Kfc^TWtfg^tlg 
J&&HS#<!:RiE£-li--C. HftS (M) 

^(CH 2 )m— R ^R 16 

(M) 

Ol- h 5 ) ±IB^- h 1 ©+BDft£«I (B) Jwfc^TW^^H^-C 

u c*i*SR 13 *^7$ hrs (N) 
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A-(CH 2 )m-0^^ NHR ° 

(N) 

coa 



Jl^ NHR 12 



A~(CH 2 )m 

(J) 

h 6) ±E/U- h 3©*WC»&*l*fl:af& (F) Cfc^T. N 

«*T,-«(K) r y V COR 9 

A-(CH 2 )m-0^ !? ' D ^ NC0R " 

"14 

(K) 

^(CH2)m^^^ X NH 

"14 

(L) 
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* 



x^i/^H'* KS^-To R4ii^iSO-fe?^©2&tfc«3&{c® 

3$ (II) v (HI) (IV) 

(in din (iv) 



-22- 



WO 96/38415 PCT/JP96/01380 



* 

£(T©^ny>ii^-cM»$tlT(r>Tt>«J:^fi«7;l/^;l/S^U Rtt 

(i) K££*i£4t&#/ (B) . (o (w#i$&jj§B>efc 

I?) 



A— (CH 2 )m R ( /s^xv Y ^COR 9 

ffY^r C0R9 A-(CH 2 )mCOft IT Ahr 8 
T A^J NHR 8 — - > A-(CH 2 )m-W^^ 

(A) (18 1') (B ' 

(Xg2) 

COR 9 
NH2 



A-CCHz^-W^ NH 



(C) 

(XS1) (B) (a;tK Relit -y^u**->*7^*:^;u; 
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$ T s y U R 9 MM* tf 1 ~ 3 © 

*»8T*Sf-n (A) th- (CH 2 ) mRT^$tl<5 A — 
(CH 2 ) mmXT)i>*MWM Rli7k&8T?*<5K ^ny> 

Iwli^ #&££©&# £ • 'JT^v'a^ Organic Eeacti 

ons N 4 2#^ 3 3 5M) W*tf % «Wb^4fc©*ft^f"l/>> rh 
5t Ko77>, 'O-tfi/, h/Wi>. x— r;K $M *;l/*;l/A7 $ h\ 

v**wm®mmz&* i~3*§g© h !)7x-w«x7^>, rvt* 

*x *©**©fi^^gii©^*B^aKlC*JC^Rj£$*Se *1zR 

i >***lii:tT-3 0t;'-**jK©»jSl*aft*T?KiS**Tfl«^ 
— tt£ (I) K^StiSftA'Bj (B) > (C) ©S2& (W##;l/tfji;u 

(ISD ^KA^T^S-a&it (A) ICfc^TTtfTk^flTpC* 
S7i-;U75^>3§^ft£ N 3$A- (CH 2 ) mCOQT^$tlS*;l/ 

EJfrCttJ|$ftSfcfl:TEJ63#-C* -flfiSC (B) T^£ft5 3- (4- 
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(Xg2) 4fc&& (C) £fcl**©ig{;i: % it&Qi (B) ICfc^Tx N& 

§SR«*<t frx-Asoiii^u m%ts;#-ft"cmmm^ 

7;u^aglPK^©iE<hRl£:$^5C:<»:Cck»?J8iiai$ii-T. *f£££*< 

-aaa (i) c**n*^« (D) % ce) omm 



#lv JUfctt* igft^l) * 1 — 2 0 ^SJPX.. h V Z-1-JI7 i y^ \f 'J 5> y % 



(C) 





(D) 
(IS 4) 



(E) 
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-fb^ (C) tfcl«©i|*y^f;l/^A7$ h\ J 

on.m(D7k%%MTizmi&m7t%irzzbK&^TMt&yi cd) 

A N Tk&ftv^y h U 7 A x >^©ii7cS!l^ffl^-5^ftlC 

(IS 4) ft^fli (E) (D) fc^y-zK **y-A\ x 

w?m^ h>; 7** aim* ftsxf^ % 7pp**a % «fty^i/> % * 

U f A, U 7 A^oigg. *S SSSg. h U 7**pIMI 

*©»a*lDA^ f SMJDfiTi:SJ6 $ lit i 5 C <!: *<m* 5 o 

(Xg5) Iti&i (E) (R 1(K Rn^tt>IC***«r»^) ttft£ 

-#5:5$; (I) ir^*ti*ft^«f (F) . (G) ©Slit 
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(C) A-(CH 2 )m-0^ NHR « 



i 



(F) 



A-(CH 2 )m— O'^^ NHR 12 

(G) 

(XS6) ftfttr (F) w\ *k&^ (o Sfci^oi^^DDt^A, 

fcf U >\ N. N- iM u h*;i/x^;i>T $ jJcKfk*- +> A, tK 



(Xg7) (G) l*±iEX;g4 <h^O^HT"fk^ (F) *>t» 



-uas; (i) \z$£tiz>4t&®} (M) ©gfct 



(C) 



(xei3) f ^ ^ 



XJ N 

A-(CH 2 )m— -0^^ R ' * 



Ri's R i6 



(M) 
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(XS13) M&m (M) mt&® (C) 

m s K**iMk* h y * a, TkK^b^ y mwti- h y -7 a, h y x 

• 



-«3S (I) K^*ti*^k^tt (H) % (N) x (J) ©Sgig 

(H) 

(IS 9) 



A— (CH 2 )m— O 



JU Jhr. (N) 



(Xgl 0) 



t 



A-(CH 2 )m 



(Ig8)'fl:&* (H) tt±EiS4iH«o¥«Tffl:^«i (B) ^£ 

(XS9) (N) li. it&® (H) ®*itt*7,M-C:/®£7$ K-ffc 
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J - I 
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(XglO) ft^«J (J) ±iEIg2s <t*ftK$<<ft&^ (N) 



hrss (i) (K) . (D omm 

(F) A-(CH 2 )m-0-^ Rl ' 4 NCOCF3 

(K) 

(181 2) 

A-(CH 2 )m— 0**^ R1 ' 4 NH 

(L) 

(xgii) fc&ga (F) tcfct^ Ru^M)7;i/to7-i?^io 
\t&® (K) (R,4lii£&Tvi/*;i/g x 77yi/*;PS^lf) i*. 

(xgi2) ft£& (D K±fcfcWi<Dxm4£mm(o&m-znzz± 
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mmmi 

(s) -2- t-zfh*i'iJJl'#-)l/TiJ-3- [4- [2- (5-/ 

V 

f^-2-7i^l/-4-t+t , /'J^) xh^->] 7x-;H ^oft 

L~ t -^h + «>7?7>'l'5Kx7KBoc)f-D*>>x^;l/xxxyK2 5. 0g)> 
h'j7xx;P7hz7>f > (PPh3)(2 1. 2g) . 2- (5->^-2 
-7i-;l/-4-W/y^) x*y-;u (i 6. 4g) Ofh^t Ko 
■75> (THF)(4 0 0b1) »»C*^kT 4 /^*^>iiy-f yyotr 

;K1 6. 3g) ©THF (5 Onl) *«**tu m'ctiwbm**. 

K£&£Mff "Reg*! U g|it£ i/ U # y/l/* ^ A Ktf LT n — 's+lf y 

'HNMR (CDC Is. ppm) 1.2 3 (3H, t, J = 6.9Hz)1.4 
1 (9H. s) 2.37 (3H, s) 2.90-3.10 (2H. m) 2.9 
7 (2H. t, J = 6.6Hz) 4.14 (2H, q. J = 6.9Hz) 4.2 
1 (2H. t, J=6.6Hz) 4.46-4.5 3 (1H, m) 4.95 (1 
H, d, J = 8.2Hz) 6.82 (2H. d. J = 8.6Hz) 7.02 (2 
H. d, J = 8.6Hz) 7.38-7.46 (3H. m) 7.95-7.99 
(2H. m) 

E I -MS m/z ; 4 9 4 (M*) 

IR (CHC1 3 . cm" 1 ) 3336. 1 7 1 5. 1 64 1. 1 6 1 2. . 
1554 

(s) -2-7^ 7-3- {4- [2- (5-yf;K2-7i-^-4 



WO 96/38415 



PCT/JP96/01380 

■ * 



**Wl©ft^*5 (1 9. lg) ©^^^1f> (2 0 Oml) 3^S»r4N- 

hc i -i?**v>&m (5 0mi) £jn;t> msti emm^m-rzo $ 

t»r4N-HC 1 -S>*W>a§Ffc (4 Oil) fcSloU ^MT7^I^ 

&»U TEtttt£#«*Efl:£1& (16.6 4g) *#S 0 

»HNMR (CD Cl 3 , ppm) 1.18 (3H. t. J = 7.3Hz)_2.5 
1 (3H, s) 3.2 3-3.45 (4H, m) 4.13 (2H. q. J = 
7.3Hz) 4.26 (1H. br.) 4.36 (2H, t. J = 5.6Hz) 6. 
81 (2H. d. J = 8.6Hz) 7.18 (2H, d, J=*8.6Hz) 7. 
54-7.67 (3H, m) 8.37-8.41 (2H. m) 8.7 1 (3H. 
br. s) 

FAB-MS m/z ; 395 (M + +l) 

IR (CHC1 8 . cm" 1 ) 3480, 1 740. 1 6 76. 1 6 1 0 

nmm 3 

(s) -3- {4- [2- (5 2-7x-;l/-4-t^f/'J 
/W)xh*.>] -2- .(2. 2. 

(s) -3- {4- [2- (5 -^^l/- 2 -7x^-/1/- 4 
>J;l/) xhfi/] 7x~;U} -2- (2. 2. 2-h^7^D7tf;l/ 
TS/) ^Db°^>l?i^yPix-r^ (ttJfi-T -5HMJ3 5©-ft&$l© (s 
) {*) (4.8 4g)©DMF (4 0nl) ^»^TJ:6 0%7K^t^- h 
U^A (0. 4 3 4g) t3ft>f;P (4. 202g) *Wtmtto MM. 
TKl 5tSmWL1z&* 5£&£7k (2 0 0ml) IZ*tt„ ftSxf;l/ (2 
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m&vt&m-tzm$Mt&® (4.5 9g) zmzo 

'HNMR (CD Cl 3 , ppm) 1.26 (3H. t. J = 5.0Hz) 2.3 

6 (3H. s) 2.93-3.08 (6H. m) 3.35 (1H, dd, J 

= 14.5&5.3Hz) 4.15-4.28 (4H. m) 4.70 (0.15 

H. dd, J = 8.9&6.3Hz) 4.9 6 (0.8 5H, dd. J = 10. 

9. &5.3Hz) 6.83 (2H. d, J = 8.6Hz) 7.0 7 (2H. d, 

J = 8.6Hz) 7.3 8-7.4 6 (3H. m) 7.95-7.99 (2H, 
m) 

E I —MS m/z ; 504 (M + ) 

IR(CHC1 S . cm-') 3020. 1 740. 1695. 1643. 
16 12. 1585. 1554, 151 4 

mmm4 - 

(s) -2-S?jlTi ;-3- {4- [2- (5-^f;K2-7x- 

i 

MMM 3 O&mt&to (4.56g) ©x^y-yu (50ml) &&IC1M 

-*.mt± h y * (i8mi) £jnx.6o° ceu&mmmw-rz 0 

( 2.9 5g) *n*o 

l HNMR (NaOD/D,0, ppm) 1.8 7 (3H. s) 2. 2 2 (3 
H. s) 2.6 3-2.78 (4H. m) 3.16 (lH. t. J = 6.6H 
z) 3.95 (2H. br.) 6.64 (2H. d. J=8.6Hz) 6.73 
-7.48 (5H. m) 7.6 1 (2H. d. J = 6.9Hz) 

FAB-MS m/z ; 3 8 1 (M + +l) 



32- 
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IR (KBr, cm' 1 ) 3442. 161 2. 1589. 1556 

mmm5 

(s) -2-3-7-J17 i J -3- {4- [2- (5->f;V-2-7x- 

^JfSfll 2 ©&j£te£#J (0. 8 7g) (0^9 J-fr (1 0ml) ig&Ka^ 
ftx^ (0. 3 4 7g) <kN. V^otf;l/xf;l/7$ > (0.7 

8 3g) *jDx.6o < CT2ntea^"r-s 0 x^y-^mb^ mmz 
^%(o. 5 og)<^ mmm 6 © 2 - vm.mt&m (0.0 7g)*^« o 

*HNMR (CDCls. ppm) 1.0 6 (3 H, t, J = 6.9Hz)l.l 
5 (3H. t, J = 7.3Hz) 2.37 (3H. s) 2.44-2.69 (2 
H. m) 2.88 (2H, t, J = 6.9Hz) 2.9 7 (2H, t. J = 6. 
9Hz) 3.46 (1H. t. J = 6.6Hz) 4.10 (2H. q. J = 7. 
0Hz) 4.21 (2H. t, J = 6.6Hz) 6.8 1 (2H. d, J = 8. 
6Hz) 7.07 (2H. d. J = 8.6Hz) 7.3 9-7.45 (3H. m) 
7.96-7.99 (2H. m) 

FAB-.MS m/z ; 523 (M + +l) 

I R (neat, cm" 1 ) 3 062. 287 1. 173 2. 164 1. 16 
12. 1554. 1 5 12 
^JfeiW 6 

(s) -2-v f x^;l/7^ y-3- {4- [2- (5->f^-2-7x 
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'HNMR (CDCls, ppm) 1. 01 (6H, t. J = 7.3Hz)l.l 
5 (3H, t. J = 7.3Hz) 2.36 (3H. s) 2.45-2.58 (2 

H, m) 2.71-2.84 (3H, m) 2.94-3.03 (3H. m) 3. 
54 (1H. dd. J = 6.3&8.9Hz) 4.03 (2H, q. J = 7. 
3Hz) 4.21 (2H, t. J = 6.6Hz) 6.79 (2H, d. J = 8. 
6Hz) 7.09 (2H. d. J = 8.6Hz) 7.2 6-7.46 (3H. m) 
7.9 6-7.99 (2H. m) 

FAB-MS m/z ;45 1 (M + +l) 

IR(CHC1 8 . cm-') 3030. 1 728. 164 1. 16 1 2. 
1554. 1512 

(s) {4- [2- (5-y^-2-7x- 

nMM5®£.mt&y} (0.4 7 5g) ©x*/-/l/ (5ml) &&K1M 

-*Wtit1- h V * (4b1) OKXimtiamm&lr s e gjs 

ft (o. 3oog) zmzo 

'HNMR (NaOD/D 2 0, ppm) 0.93 (3H. t, J=7.3Hz) 

I. 91 (3H. s) 2.29-2.52 (2H. m) 2.64-2.74 (4 
H. m) 3.19 (1H. t. J = 6.9Hz) 4.0 1 (2H, br.) 6. 
67 (2H. d. J = 8.6Hz) 7.0 1 (2H. d. J = 8.6Hz) 7. 
13-7.15 (3H. m) 7.57-7.59 (2H. m) 

FAB-MS m/z ; 3 9 5 (M + +l) 

-34- 
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I R (K Br, cm' 1 ) 3445, 1 6 1 2, 1 585. 1 5 1 4 
MMW8 

(s) - 2 - ^x^yi/r $ y-3- U- [2- (5->^-2-7x 

HJfefll 6 ©ft£!& (0. 6g) fr&IUSHTtBttCftSLT* TIHfttf 
*W-TSafiB^«5 (0. 4 7g) 

l HNMR (CD 3 OD, ppm) 1.2 5 (6H, t, J^7.3Hz) 2. 
38 (3H. s) 2.97 (2H. t. J = 6.6Hz) 2.94-3.12 
(5H, m) 3.88 (1H, t. J = 6.9Hz) 4.22 (2H. t, J 
= 6.3Hz) 6.88 (2H, d. J = 8.5Hz) 7.2 7 (2H. d, J 
= 8. 5 Hz) 7.43-7.49 (3H. m) 7.9 3-7.9 7 (2H. ra) 

FAB-MS m/z ; 423 (M + +l) 

I R (KBr, cm" 1 ) 3 5 70. 1 6 1 4, 1 552. 1 5 1 4 
HMI9 

(s) -2->f (4- [2- (5-^^-2- 

7xi/l/-4-*+f'/i|A) x^->] 7x-;H yoh , *>iP^,rt/ 

Xlkfl2fi>4tM (1.0 7 7g) £3?ft<v:/DtVU<!:fr£||;&fe0!l5 
fcBttliftSLT^ TEtttf£W-f £^IBft&455 (0. 5 lg) £^5 0 

'HNMR (CDCI3. ppm) 0.9 7 (3H. d. J = 6.3Hz) 1.0 
2 (3H, d, J=6.3Hz) 1.13.C3H. t, J = 7.3Hz) 2.3 
7 (3H, s) 2.64-2.79 (1H. m) 2.81-2.93 (2H. 
m) 2.97 (2H, t, J = 6.6Hz) 3.53 (1H. t, J = 6.6 
Hz) 4.O6 (2H. q, J = 7.3Hz) 4.2 1 (2H, t. J = 6.6 
Hz) 6.81 (2H, d. J = 8.6Hz) 7.0 7 (2H. d. J = 8.6 
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Hz) 7.3 8-7.46 (3H, m) 7.9 5-7.9 9 (2H, m) 

■ 

FAB-MS m/z ;43 7 (MH1) 
IR(CHC1 3 , cm' 1 ) 2 96 2. 1 73 1. 164 1. 1 6 1 2. 
1 5 8 3. 1 554. 1 5 1 2 
JtJfcft 1 0 

* 

(s) - 2->fvyDh>7;;-3- {4- [2- (5-^*^2- 

^hew 9 ©4k£$j co.473g) frznmmi tmmzmmisT^ tie 

ttttfcff-rSftEfbfcfc (0. 3 3 3g) *'&Zo 

'HNMR (NaOD/D 2 0, ppm) 0.83 (3H. d. J = 6.3Hz) 
0.90 C3H, d. J = 6.3Hz) 1.92 (3 _ H, s) 2.55-2.6 
8 (5H. m) 3.31 (1H. t. J = 6.6Hz) 4.0 1 (2H. Br. 
) 6.67 (2H. d. J = 8.3Hz) 7.00 (2H. d, J = 8.3Hz) 
7.13-7.15 (3H. m) 7.6 2 (2H. m) 

FAB-MS m/z ; 409 (M + +l) 

IR (KBr, cm" 1 ) 3450. 16 3 5. 1 6 1 2. 1 5 7 1. 1 
514 

mmmn 

(s) -3- {4- [2- ( 5 - * *7P- 2 - 7 4 -**1r V U 
)V> xh+i'] 7ii;H -2-n-7°utVl/7$ 

<E*W2©^«'(1. 0 7 7g) ta^^n-yntr^i^^HJfe^iS 
iHttKMLT^ TEtttt*irrS*Efl:&« (0.6 4 4g) iH»J 

* 

12©tt&«!f (0.4 12g) £f§*„ 
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'HNMR (CD Cls, ppa) 0.86 (3H. t. J = 7.3Hz) 1.1 

6 (3H. t. J = 7.3Hz) 1.4 0-1.5 0 (2H. m) 2.37 (3 
H. s) 2.40-2.61 (2H, m) 2/80-2.92 (2H. m) 2. 
97 (2H, t. J = 6.6Hz) 3.44 (1H. t. J = 7.3Hz) 4. 
08 (2H, q, J = 7.3Hz) 4.2 1 (2H. t. J = 6.6Hz) 6. 
81 (2H, d, J = 8.6Hz) 7.0 7 (2H, d, J = 8.6Hz) 7. 
3 8-7.46 (3H. m) 7.95-7.99 (2H. m) 

FAB-MS m/z ; 437 (M + +l) 

4 

IR (neat, cm' 1 ) 293 9. 172 8. 164 1. 1612. 15 
8 3. 1554. 1 5 1 2 

mmmi 2 

(s) -2-^-n-yntVl/7^ Z-3- {4- [2- (5 

'HNMR (CDCls. ppm) 0.8 2 (6H, t. J=7.3Hz)l.l 

7 (3H. t. J = 7.3Hz) 1.31-1.50 (4H. m) 2.36 (3 
H. s) 2.38-2.54 (2H. m) 2.56-2.64 (2H. m) 2. 
77 (1H. dd. J = 13. 5&6. 3Hz) 2.94-3.03 (3H, 
m) 3.51 (1H, dd. J = 8.6&6.3Hz) 4.04 (2H. q. 

J = 7.3Hz) 4.21 (2H, t. J = 6.6Hz) 6.79 (2H. d. 
J = 8.9Hz) 7.08 (2H. d. J=8.9Hz) 7.38-7.46 (3 
H. m) 7. 9-7. 9 9 7 (2H. m) 
FAB-MS m/z 1 4 7 9 (M*+l.) 

IR(neat. cm' 1 ) 2959. 1 7 28. 1 64 1. 1 6 1 2. 1 5 
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8 3. 1554, 1512 
H»J13 

(s) -3- {4- [2- (5-/?-Jl<-2-7 ^-Jl-4-**W>) 
^Jfeflll l<DM&m (0. 6 1 6g) ^t»HWJ7<i:^icMSUT> T 

- * 

Ktttt*Wr**Cft^«f (0. 3 9 7g) *»* 0 

»HNMR (NaOD/D 2 0, ppm) 0.5 7 (3H. t. J = 7.3Hz) 
1.12-1.22 (2H. m) 1.81 (3H. s) 2.08-2.32 (2 
H. m) 2. 5 7-2. 8 1 (3H, m) 3. 1 4 (1H, t, J = 6. 9H 
z) 3.89 (2H. Br.) 6.5 7 (2H, d. J = 8.3Hz) 6.94 
-7.03 (5H. m) 7.56-7.59 (2H,~m) 

FAB-MS m/z ; 4 09 (M + +l) 

I R (KBr, cm" 1 ) 3433, 163 6. 1612. 158 0. 1 
514 

mmm 1 4 

(s) -2-v 5 -n-yDhVl/T$ y-3- {4- [2- (.5-/**- 

. nnm 1 2 ©ft^ co. 3 8 2g) *^nwj7 ^^icmslt. t 

Etttt*WT«M^1!j (0. 3 3 0g) 

'HNMR (CD30D, ppm) 0.9 0 (6H. t. J = 7.6Hz) 1. 
54-1.80 (4H. m) 2.38 (3H. s) 2.85-3.16 (7H. 
m) 3.93 (1H. t. J=6.3Hz) 4.23 (2H. t, J = 6.3 
Hz) 6.89 (2H. d. J = 8.9Hz) 7.2 7 (2H. d. J = 8.9 



WO 96/38415 PCT/JP96/01380 



Hz) 7.43-7.5 0 (3H. m) 7.94-7.9 9 (2H. m) 

FAB-MS ra/z ; 45 1 (M + +l) 

IR (KBr, cm" 1 ) 3 53 9, 1 63 5. 1 6 1 2, 1 5 5 4, 1 
512 

(s) -2-n-7^;U7$ 7-3- {4- [2- (5->f/I/-2-7x 

^Jfe0J20fls&«3 (2. 154g) ia^-fkn-y^l/i^^HJfe^St 
P&KMSLT. TEtttt*#f**Efl:^Mfc.(1.3 8 4g) tHJfcflll 
6©^ (0. 5 5 6g) ££<5 0 

'HNMR (CDC1 3 , ppn) 0.87 (3H, t. J = 7.3Hz)l.l 

$ 

6 (3H. t. J = 7.3Hz) 1.23-1.47 (4H, m) 2.3 7 (3 
H, s) 2.40-2.61 (2H. m) 2.80-2.92 (2H. m) 2. 
97 (2H. t. J = 6.6Hz) 3.43 (1H. t. J = 6.9Hz) 4. 
08 (2H, q, J = 7.3Hz) 4.21 (2H, t, J = 6.6Hz) 6. 
81 (2H. d. J = 8.6Hz) 7.0 7 (2H, d. J=8.6Hz) 7. 
38-7.46 (3H. m) 7.95-7.99 (2H, m) 
FAB-MS m/z ; 45 1 (MH1) 

t 

I R (neat. cm- 1 ) 2 95 8. 1 732. 1 64 1, 16 1 2. 1 5 
83. 1 554, 1 5 12 

nmm 1 6 

(s) -2-iS-n-71-)V7Z y-3- {4- [2- (5-^;l/-2 
-7x-^-4-W/'J;i/) 7i;;H yo tr^Seif- 

-39- 
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'HNMR (CDCls. ppm) 0.8 7 (6H. t. J = 7.3Hz) 1.1 
6 (3H, t. J = 7.3Hz) 1.18-1.45 (8H, m) 2.36 (3 
H, s) 2.39-2.49 (2H, m) 2.59-2.6 9 (2H, m) 2. 

■ 

76 (2H, dd, J = l 2. 5&6. 3Hz) 2.94-3.03 (3H, 
m) 3.50 (1H. dd, J = 9.0&6.3Hz) 3.97-4.16 (2' 
H, m) 4.21 (2H, t. J = 6.6Hz) 6.79 (2H. d, J = 8. 
6Hz) 7.08 (2H. d. J = 8.6Hz) 7.3 7-7.46 (3H, m) 
7.95-7.99 (2H, m) 

, * 

FAB-MS m/z;50 6 (M + +l) 

IR (neat, cm" 1 ) 172 8. 164 1, 1612 

mmm 1 1 

(s) -2-n-7^T^ 7-3- {4- [2- (5-^f^-2-7i 

m 

nmmi 5<D4t&® a. 3 5 6g) frzzmvn tm&otom^ te 

tttt*W"T-5*IB^1Sl (1. 1 3 8g) £'f§S„ 

l HNMR (NaOD/D 2 0, ppm) 0.5 8 (3H, t. J = 7.6Hz) 
0.88-0.9 9 (2H. m) 1.02-1.16 (2H, m) 1.89 (3 
H, s) 2.09-2.33 (2H, m) 2.5 7-2.94 (4H, m) 3. 
14 (1H, t, J = 6.9Hz) 3.97 (2H, Br.) 6.63 (2H, 
d. J = 8.3Hz) 7.00 (2H, d, J = 8.3Hz) 7.08-7.1 
0 (3H, m) 7.6 0-7.63 (2H. m) 

FAB-MS m/z ; 4 23 (M + +l) 

I R (KBr, cm" 1 ) 3 48 9, 1 63 6. 1 6 12, 1 5 8 5. 1 
55 6. 1 5 1 4 
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mmi 1 8 

(s) -2-iS-n-7?-jUT i y-3- {4- [2- (5-/^-2 

^ffi^i 6©^^ (o. 5 4 ig) frznmmi tmm<?>mmT\ te 

tttt**-r*«Eft^% (0. 5 1 0g) zmzo 

•HNMR (CDCls. ppn) 0.88 (6H, t, J = 7.6Hz)l.l 

8- 1.38 (4H, m) 1.48-1.63 (4H. m) 2.3 7 (3H. 
s) 2.59-2.70 (2H. m) 2.86-2.99 (5H, m) 3.6 

2 (1H, dd. J = l 5. 6&4. 6Hz) 3. 88 (1H. dd. J = 8. 
9&4.6Hz) 4.22 (2H. t. J « 6/6 Hz) 6.85 (2H. d, 
J=8.6Hz) 7.19 (2H, d. J = 8.6Hz) 7.39-7.4 7 (3 
H, m) 7. 9 5-7. 9 9 (2H, m) 
FAB-MS m/z ; 4 7 9 (M + +l) 

IRCKBr, cm" 1 ) 3458. 1 636. 16 12. 1 554. 1 
512 

$zmm i 9 

(s) -2-^T vr¥jVTi y-3- {4- [2- (5-y^-2-7i 

nmm2<D{t&V0 (1.0 7 7g) £3*4*4 7 fr&llftffil 5 £ 
EtiO&ST, TEtttt**-r*»Eft^* (0. 3 1 6g) £*§* 0 

^NMR (CDCls. ppm) 0. 85 (3H. d. J = 7. 6Hz) 0. 8 
7 (3H. d. J = 8.9Hz) 1.16 (3H. t. J = 7.3Hz) 1.5 

9- 1.71 (1H. m) 2.24 (1H. dd. J = 1 0. 9 & 6. 3 Hz) 



WO 96/38415 



PCT/JP96/01380 



2.3 5 (1H. dd, J = l 0. 9&6. 3 Hz) 2.3 7 (3H, s) 2. 

80-2.91 (2H, m) 2.9 7 (2H. t. J = 6.9Hz) 3.40 
(1H, t. J = 6.9Hz) 4.09 (2H, q, J = 7.3Hz) 4.22 
(2H, t. J = 6.9Hz) 6.81 (2H, d. J = 8.6Hz) 7.08 
(2H, d. J = 8.6Hz) 7.38-7.4 6 (3H. m) 7.96-7. 

9 9 (2H. ra) 

FAB-MS m/z ; 45 1 (M*+l) 

IRCCHCl,, cm" 1 ) 3020. 1 732, 1639. 1 6 1 2. 
158 3. 155 4. 1512 

mmm2o 

(s) -2-^77^7 5 y -3- {4- [2- (5-^;l>-2-7. 

nmmi 9oit&va (o. 2 9 8g) frzfmm tmmo&mv. te 
mt*m-rzm&i£&® co. 2 6 og) 

'HNMR (NaOD/D 2 0, ppm) 0.5 7 (6H. d. J = 6.6Hz) 
1.42-1.52 (1H. m) 1.88 (3H. s) 1.98-2.14 (2 
H. m) 2.62-2.82 (4H, m) 3.11 (1H, t. J=6.3H 
z) 3.97 (2H, Br.) 6.6 3 (2H. d. J=8.3Hz) 6.99 
(2H. d. J = 8.3Hz) 7.08-7.10 (3H. m) 7.6 1 (2 
H. d. J = 6.3Hz) 

FAB-MS m/z ; 423 (M + +l) 

IR (KBr. cm-') 348 9. 1 636. 1 6 1 2, 15 8 5. 1 
556. 15 14 

nm\ 2 i 

(s) -3- {4- 12- (5-^f^-2-7x -Jl- 4-**WV 
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»«2®ft^tt (2. 15 4g) £3?ftn-^>^;U£fr£||jfe0i|5 

i^OtoSTs TEtttt*finr*«Efl:£«& (1. 7 5 4g) <bHJfe^2 
20ft&*B! (0.5 3 5g) 

*HNMR (CDC1 3 , ppm) 0.8 6 (3H, t, J = 6.9Hz) 1.1 
5 (3H. t, J = 7.3Hz) 1.21-1.31 (4H. in) 1.33- 
1.54 (2H. m) 2.36 (3H, s) 2.40-2.60 (2H. m) 
2.80-2.92 (2H. m) 2.96 (2H, t, J = 6.6Hz) 3.4 
4 (1H, t, J = 6.9Hz) 4.08 C2H. q, J = 7.3Hz) 4.2 
1 (2H. t. J = 6.6Hz) 6.81 (2H, d. J = 8.3Hz) 7.0 

7 (2H. d, J = 8.3Hz) 7.38-7.46 (3H. m) 7.97- 
7. 99 (2H, m) 

FAB-MS m/z ; 46 5 (M + +l) 

IR (neat, cm" 1 ) 295 4, 173 1. 164 1, 1612, 15 
83. 1554, 1 51 2 

mmm 2 2 

(s) -2-^-n-^>f;l/if;V7$;-3- {4- [2- (5-y 
^^-2-7x-;l/-4-^+1fV';^) xh^«>] 7xz;H ^oft 

'HNMR (CDC1 3 . ppm) 0.8 4-0.94 (6H, m) 1.14- 
1.47 (15H. m) 2.37 (3H. s) 2.31-2.48 (2H. m) 
2.58-2.8 0 (3H, m) 2.93-3.0 2 (3H. m) 3.50 (1 
H, dd. J = 8.6&6.3Hz) 3.97-4.15 (2.H, m) 4.21 

-43- 
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(2H, t. J = 6.6Hz) 6.79 (2H, d, J = 8.3Hz) 7.09 

» » 

(2H, d. J = 8.3Hz) 7.38-7.46 (3H, m) 7.95-7. 
9 9 (2H, m) 

FAB-MS m/z ; 535 (M + +l) 

I R (neat, cm" 1 ) 295 6, 172 8. 164 1, 161 2. 15 
83. 1554, 1 5 12 

mmm 2 3 

(s) -3- {4- [2- (5-^^;l/-2-7x-;i/-4-^+-^VU 

^*s^2 lott&m (i. 0 4 3g) fr£ litem <t^t$©®3i-t\ te 

tttt£*Tf 3 Slieft^ (0.8 2 0g) 

l HNMR (NaOD/DjO, ppm) 0.45 (3H. t. J = 7.3Hz) 
0.70-0.81 (4H. m) 0.95-1.15 (2H. m) 1.88 (3 

* 

H. s) 1.92-2.20 (2H. m) 2.50-2.70 (3H. m) 2. 
85-2.95 (1H, m) 3.11 (1H, br.) 3.92 (2H. br. 
) 6.58 (2H. d. J = 7.9Hz) 6.98 (2H. d, J = 8.3Hz) 
7.03-7.06 (3H. m) 7.63 (2H, d. J = 6.9Hz) 
FAB-MS m/z ; 43 7 (M*+l) 

I R (KBr, cm- 1 ) 3 535. 16 36. 1 61 2. 1583. 1 
5 14 

mmm2 4 

(s) -2--/-n-^>fiH; J ~3~ (4- [2- (5-^^^- 

mm 
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%imi 2<b\thm (0. 5 0 6g) fr&H!6«7£l»C»3LT, T 
BEtttt*Wr*aiEft^« (0. 3 1 6g) £HS<, 

»HNMR (CDCla, ppm) 0.8 6 (6H, t, J=6.9Hz) 1.1 
2-1.35 (8H. m) 1.48-1.65 (4H, m) 2.3 8 (3H, 
s) 2.55-2.70 (2H, m) 2.80-3.03 (5H. m) 3.6 
1-3.69 (1H, m) 3.88 (1H, dd. J = 9.6&4.6Hz) 
4.22 (2H, t. J = 6.6Hz) 6.85 (2H, d, J = 8.6Hz) 
7.18 (2H. d, J = 8.6Hz) 7.3*9-7.47 (3H. m) 7.9 
4-7.99 (2H. m) 

FAB-MS m/z ; 5 0 7 (M + +l) 

I R (KBr, cm" 1 ) 3400, 1 637, 1 6 12. 1 554. 1 
512 

H«S0J2 5 

(s) -2— *>SM>7$ 7-3- {4- [2- (5-^f^-2-7x 

mt«2©^4*.(i. 0 7 7g) t&ifrovjutfrzntemdtmm 

CJfflb^ TEtttt**-T**Eft^«l (0. 4 2 8g) ^1HQ2 6© 
4k&«3 (0. 6 8 8g) £*§5 0 

'HNMR (CDCls, ppm) 1.18 (3H, t. J = 7. 3 Hz) 2.3 
7 (3H. s) 2.89 (2H. d. J = 6.9Hz) 2.97 (2H. t. 
J=6.6Hz) 3.47 (1H. t. J = 6.9Hz) 3.62 (1H. d. 
J = 13.2Hz) 3.81 (1H. d. J = 13.2Hz) 4.10 (2H. 
q. J = 7.3Hz) 4.22 (2H. t, J = 6.6Hz) 6.8 1 (2H. 
d, J = 8.6Hz) 7.06 (2H. d. J = 8.6Hz) 7.18-7.3 
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7 (5H. m) 7.3 9-7.46 (3H. m) 7.96-7.9 9 (2H. 
m) 

FAB-MS m/z ; 48 5 (M + +l) 

IR(CHC1 8 , cm" 1 ) 2 9 54, 1 730. 1 6 4 1. 1 6 1 2. 
1 583. 1 5 54. 1 5 12 
H860J2 6 

(s) -2-V<>V)\,TlJ-Z- {4- [2- (5-^f^-2-7x 

— 4 >;/io i 7x-/w ypfji-i/iri^kr 

'HNMR (CD Cl 3 , ppo) 1.29 (3H. t, J = 7.3Hz) 2.3 
8 (3H, s) 2.86-3.08 (4H, m) 3.52-3.61 (3H. 
m) 3.95 (2H. d. J = 13.9Hz) 4.08-4.29 (4H, m) 
6.76 (2H, d. J = 8.6H2) 6.91 (2H. d. J = 8.6Hz) 
7.1.5-7.30 (10H. m) 7.36-7.64 (3H. m) 7.9 4 
-8.02 (2H, m) 

FAB-MS m/z ; 5 75 (M + +l) 

IR(CHC1 3 , cm" 1 ) 2954. 1 726. 164 1. 1 6 12. 
1583. 1 554, 1 5 12 

(s) -2-Oi?J\sT$ y-3- {A- [2- (5-^f;P-2-7x 

nmm2 5v>4t&® co.4i6g) frznmmi tmrnzmmbx* t 

Ctt«*^5*E^«H (0.2 9 4g) *%Zo 
'HNMR (NaOD/D 2 0, ppm) 1. 75 (3H. s) 2. 40-2. 
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63 (3H, m) 2.80-2.95 (1H, m) 3.02-3.22 (2H. 
m) 3.36-3.3 9 (1H, m) 3.8 2 (2H, m) 6.45-6.7 
3 (2H. m) 6.70-7.0 0 (10H, m) 7.5 0-7.6 3 (2H. 

,m) 

FAB-MS m/z ; 45 7 (M + +l) 
. IR (KBr, cm" 1 ) 3 53 5. 1 6 16. 1 554. 1 5 14 

mmm 2 8 

r 

(s) -2-$>"*>$M>7$y-3- (4- [2- (5->f^-2-7x 
^ifefll 2 6(Dit&® (0.6 5 0g) *^IIJfeffl7<i:l^®{;:#igL-^ T 

1 

fitttt**«*Eft£«f (0. 5 3 4g) ^fio 

'HNMR (CDCU. ppm) 2.3 9 (3 H, "s) 2.93-3.03 (3 
H. m) 3.25 (1H. dd. J = 1 4. 2 & 5. 9 Hz) 3.66-3.7 
3 (5H, m) 4.24 (2H. t. J = 6.6Hz) 6.83 (2H. d. 
J = 8.6Hz) 7.05 (2H. d. J = 8.6Hz) 7.16-7.34 (1 
OH. m) 7.34-7.46 (3H. m) 7.9 6-8.0 0 (2H. m) 

FAB-MS m/z;54 7 (M + +l) 

IR (KBr, cm" 1 ) 343 3. 1641. 161 2. 155 4. 1 
514 

. H»J2 9 

(s) -2-*J**A>T%J-&- {4- [2- (5->f-;l/-2-7x 

^JfeflJ 2 ©tt£$l (0.8 6 1g) ^THF (2 0ml) KfcfrU *A-7 
V>(10ilK bV^JU7l> (0. 404g) . 10%'<5>>7A& 
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m (0. 5g) Sin*.. ^3kg/cm 2 ©7K^^TT^Mii5c^9o 5t& 
(0. 3 4 4g) £*f* 0 

'HNMR (CDCls. ppm) 1.15 (3H. t, J = 7. 3Hz) 2. 3 
7 (3H, s) 2.38 (6H, s) 2.85 (1H, dd, J = 13.5 
&5.9Hz) 2.94-3.02 (3H. m) 3.34 (1H. dd, J = 
9.6&5.6Hz) 4.06 (2H, q, J = 7.3Hz) 4.21 (2H, 
t. J = 6. 6 Hz) 6.8 0 (2H, d, J = 8. 6 Hz) 7.0 8 (_2H, 
d. J = 8.6Hz) 7.39-7.44 (3H, m) 7.96-7.9 9 (2 
H, m) 

FAB-MS m/z; 423 (M + +l) 

IR(CHC1 3 . cm" 1 ) 2935. 1 726. 1641. 16 12. 
1583. 1554. 15 1 2 
1WJ30 

(s) -l-Vt^f-toTX J -Z- {4- [2- (5->f^-2-7x 

^JISW2 9©tt&^ (0. 2 9 0g) fr£3«S«7£RI«©Ja«-CN TIE 
tttt**f**Eft^tt (0. 2 1 4g) 

'HNMR (NaOD/DjO, ppm) 1.9 7 (3H. s) 2.2 4 (6 
H. s) 2.59-2.78 (4H. m) 3.04-3.10 (1H. m) 4. 
06 (2H. br.) 6.7 1 (2H. d. J=8.6Hz) 7.03 (2H, 
d. J = 8.6Hz) 7.21-7.26 (3H. m) 7.61-7.67 (2 
H. m) 

FAB-MS m/z ; 3 95 (M + +l) 

I R (KBr. cm" 1 ) 3 00 6. 1 6 1 4. 1 554. 1 5 1 2 
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mmm 3 1 

(s) -2-TxJ-Z- U- [2- (5-^^-2-7x-^-4 

^feflj 2 <ZMt&$| (1.7 3g) ©x*y-/i/ (3 0ml) **ClM-7k 
m<ti-hVVA®m (12ml) £iJD;iE&Tllftil#-r.5o 1 
OmlSTgffiU 3 %&&£flD;LPH£ 4-5CMt«, £bS 

it&m (1.1 3g) *s«o 

>HNMR (NaOD-DiO. ppm) 1.8 5 (3H, s) 2,3 8-2. 
60 (3H. m) 2.75-2.85 (1H. m) 3.20-3.30 (1H. 
m) 3.82-3.93 (2H. m) 6.55 (2H, d, J = 8.3Hz) 
6.90 (2H. d. J = 8.3Hz) 7^06-7.09 (3H. m) 7.5 
4-7. 57 (2H, m) 

FAB-MS ra/z ; 3 6 7 (M + +l) 

IR (KBr, cm" 1 ) 3 45 0, 1 600, 1 5 54 

HJt50«3 2 

2-t-7h^i/*;i/#-;l/7^-3- {4- [2- (5-x^;U- 

. DL-Bo c^D-^yxf-yi/x^-r;!/ (3. Og) x MJ7x-m7-f 
> (2. 5 4g) . 2- (5-x^;i/-2-fU ! Jy) x.* Q. 4 

6g) ©THF (4 0ml) £«tI*«HkT '/i>*/l/#>t^ v^n fcT/l/ 
(1.96g) WU ££KT1 S 0 R^*«ETlw«iffi U 

TCtttt**-r«*IBft^«! (1. 0 7 5g) »5 e 
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'HNMR (CDCU. ppm) 1.2 0-1.28 (6H, m) 1.41 (9 
H. s) 2.64 (2H. q, J = 7.6Hz) 3.00-3.0 7 (2H, 
m) 3.22 (2H. t. J = 6.6Hz) 4.15 (2H. q. J = 6.9 
Hz) 4.31 (2H. t, J = 6.6Hz) 4.48-4.50 (1H, m) 
4.9 4-4.98 (1H, m) 6.82 (2H. d, J = 8.6Hz) 7.0 
2 (2H. d, J = 8.6Hz) 7.18 (1H. d. J = 7.9Hz) 7.4 
5 (1H. dd. J = 7.9&2.3Hz) 8.39 (1H. d. 5 = 9.. 3 
Hz) 

E I -MSm/z ; 4 4 2 (M + ) 

I R (neat, cm" 1 ) 3 44 2, 171 7. 1612 

mmm 3 3 

3- {4- [2- (5-if-;b-2-try VjV) z^</] 7i-;H 
-2- (2. 2. 2- YVyfrlrvT-bl-frTXJ) -fuM^y^s.^A, 

^Jfe0fl3 2©ft&*gg (0.5 9g) \z h 'j7;l/*DftB (8ml) ZtatLm. 

&v2#m&m?z 0 Rj&mzmmu nmizmiu*i;> (2 0mi) x 

tVjLj-jiTi > (0.4 3g) . h »; 7 ;u Hr n (0.3 3 5g) £ 
flD;i2l$P I amj&lCTii#-r£o S^lw^ty^l/> (5 0ml) £iD;U 

* h U ? 2g*gg;@-t£ 0 jtam&KSM v^o f;Px-x;u 

■ 

£Jn;U£IHI:U SN&UT. TEt£tt£*nJ-£^Efl:£$j (0. 4 4g) £ 

'HNMR (CDCls. ppm) 1.22-1.31 (6H. m) 2.63 (2 
H. q. J = 7.6Hz) 3.07-3.0 (2H. m) 3.22 (2H. t, 

♦ 

J = 6.6Hz) 4.23 (2H. q. J = 6.9Hz) 4.32 (2H, t. 
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ft 

J = 6.6Hz) 4.7 6-4.8 3 (1H, m) 6.7 5 (1H. d. J = 
6.9Hz) 6.83 (2H. d. J = 8.6Hz) 6.96 (2H. d. J = 
8.6Hz) 7.19 (1H. d, J = 7.9Hz) 7.46 (1H, dd, J 
= 7.9&2.3Hz) 8.39 (1H, d. J = 2.3Hz) 
E I -MS m/z ; 4 3 8 (M + ) 

* ■ 

I R (KBr. cm" 1 ) 3282. 1 745. 1 709. 1 6 12 

mmms4 

2-7*9*7$ y-3- {4- [2- (5->f;l/-2-7x^- 

mm 

atWlOft^U (0.5 4g) ®mt> (10ml) ®miZ4N-H 
C 1 -i?**H-^mm (5 ml) ^Jnx.^ST4NfF^M-r-5o RJ6»*fi 
«U mmzmiM?- ls> (15ml) „ h V ;V7 ; > (0.2 4g) > 

(o. 1 3g) zmz.i 4^iasscTa»-r sc^ke^ 

^y (5 0ml) ^iox.. ftgftx teftftK7K*^hU^A7k*^ ttft 

**-**Eft£fc (0. 4 Og) £?f So 

'HNMR (CDCls. ppm) 1.25 (3H. t, J = 7.3Hz) 1.9 
2 (3H. s) 2.38 (3H. s) 2.9 7 (2H. t. J = 6.6Hz) 
3.04-3.0 7 (2H. m) 4.17 (2H. q. J = 7.3Hz) 4.2 
2 (2H. t, J = 6.6Hz) 4.77-4.8 4 (1H. m) 5.88 (1 
H. d. J = 7.9Hz) 6.82 (2H. d. J = 8.6Hz) 6.99 (2 
H. d. J = 8.6Hz) 7.3 6-7.4 7 (3H. m) 7.96-7.99 
(2H. m) 
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E I -MS m/z ; 4 3 6 (M + ) 

I R (KBr, cm" 1 ) 3 3 1 7. 1 73 4. 1 64 5. 1 6 1 0. 1 
5 7 9. 1 53 1 
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mmm 3 5 

3- U- [2- (5-/ : f-J\'-2-y *-Jls-4-**W) M x 
h*->] 7x^1 2- (2. 2. 2- h 'J7^to7tW; y) 7 

^Jfefll 1 ©<ffc&«J (0. 9 9g) C b Vyj^vWfm (1 0ml) ^Jo« 

ffiT2B^#s-r*o s&&£&*su nmz&iu?u> (15m) x 

h>ji^;l/7S> (0.4 4g) s fcTkbU^M-nftK (0.5 0 4g) & 
taz.2tif®m&\ZTmfttZo Kl&mzM4U1-u> (5 0ml) <&Sdx.. 

£in;UiliHtU SKUtx Ti5tttt£W1- (0. 6 3g) £ 

l HNMR (CDCla, ppm) 1.2 8 (3H, t. J = 7.3Hz) 2.3 
7 (3H. s) 2.97 (2H. t. J = 6.6Hz) 3.07-3.20 (2 
H. m) 4.18-4.26 (4H, m) 4.79 (1H, dd, J = 12. 
9&5.3Hz) 6.73 (1H, d. J = 7.3Hz) 6.82 (2H. d, 
J = 8.6Hz) 6.97 (2H, d. J = 8.6Hz) 7.39-7.45 (3 
H. m) 7. 9 5-7. 9 9 (2H, m) 

E I -MSm/z ; 49 0 (M + ) 

IR (KBr, cm" 1 ) 3 30 0. 1 74 0. 1 70 3. 1 64 7. 1 
61 0. 155 0. 1512 
HJfe0)3 6 

2 -^>7-C;U7 ^ /-3- 14- [2- (5->^-2-7x-^ 
-4 /I0 xh^i/] 7xx;H 7*d ft >Sxf ;i/xxf ;b 
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nnn iQit&to co. i Og) ^t»M7K h 7^*p»»©ft*>$K$ 

IBtt&«5 (0.4 0g) *i5o 

l HNMR (CDCls, ppn) 1.28 (3H, t. J = 7.3Hz) 2.3 
7 (3H. s) 2.97 (2H, t, J = 6.6Hz) 3.12-3.26 (2 
H. m) 4.17-4.25 (4H. m) 4.98-5.05 (1H, m) 6. 
57 (1H, d, J = 7.3Hz) 6.82 (2H. d. J = 8.6Hz) 7. 
02 (2H, d, J = 8.6Hz) 7.3 8-7.53 (6H, m) 7.64 
-7.74 (2H, m) 7.95-7.9 9 (2H, m) 

E I -MS m/z ; 49 8 (M + ) 

IR (KBr, cm" 1 ) 3286, 1 732, 1636. 16 12. 1 
57 9. 154 1. 1514 

2- (2-*n;l>T-fef-;l/7$ J) -3- {4- [2- (.5-***- 
2-7z-;i/-4-tWJ/i/) xh + i/] 7x-;H -futty&z. 

mmm 1 ®&&m ( o . 6 2 g) ^ t»«R7K h v 7 o»»©ft*> 0 c * 
aEft^u co. 4 8g) *%Zo 

'HNMR (CDCI3, ppn) 1.2 5 (3H, t. J = 7.3Hz)2.3 
7 (3H. s) 2.97 (2H. t, J = 6.6Hz) 3.03-3.15 (2 
H. m) 4.01 (2H. s) 4.18 (2H, q, J = 7.3Hz) 4.2 
2 (2H. t, J = 6.6Hz) 4.76-4.83 (1H. m) 6.83 (2 
H. d. J=8.6Hz) 6.90 (1H. d. J = 10.0Hz) 7.02 (2 
H. d. J = 8.6Hz) 7.3 9-7.4 7 (3H. m) 7.96-7.99 
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(2H. m) 

E I -MS m/z ; 4 7 0 (M + ) 

I R (KBr, cm' 1 ) 3 38 7. 1 73 4. 1 6 5 5. 1 6 1 6. 1 
53 9. 151 2 

2- (4-^do^>^^) Ti J-3- {4- [2- 

m&miOit&VB (0.8 1g) ^^^TKh 'J7^n|^ir©ftt>t){w4 

*W"*-**e*fc£iaf (0. 7 6g) £*§5 0 

'HNMR (CDC1 8 . ppni) 1.2 8 (3H. t. J = 7.3Hz) 2.3 
7 (3H. s) 2.97 (2H. t, J = 6.6Hz) 3.11-3.25 (2 
H. m) 4.17-4.25 (4H. m) 4.95-5.02 (1H. m) 6. 
52 (1H. d. J = 7.6Hz) 6.82 (2H. d. J = 8.6Hz) 7. 
01 (2H. d, J = 8.6Hz) 7.3 6-7.47 (5H. m) 7.63 
-7.68 (2H. m) 7.94-7.9 9 (2H. m) 

E I -MS m/z ; 5 3 2 (M + ) 

I R (KBr, cm" 1 ) 3 282. 1 72 8. 1 6 36. 1 6 1 2. 1 
544. 151 4 

(s) -3- (4- [2- (5-^f^-2-7x-/l/-4-W > /'J 
;i/) x 7x-;H -2- (4--hn'OW>'l') 7;;yof 

XttMloftM (0.81g) ^t>M7Khy7;u^og^K©ftt>t){r4 
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b o »; K^ffl^T. HWJ3 5 i^cD^m-eTIS^JK 

z&tmmtei® (o. 6 og) *®z 0 

'HNMR (CDC1,. ppm) 1.3 1 (3H. t. J = 7.3Hz) 2.3 
7 (3H. s) 2.97 (2H. t, J=6.6Hz) 3.13-3.29 (2 
H, m) 4.14-4.28 (4H, m) 4.9 7-5.04 (1H. m) 6. 
64 (1H. d. J = 7.6Hz) 6.82 (2H. d, J = 8.6Hz) 7. 
01 (2H. d, J=8.6Hz) 7.3 6-7.4 7 (3H, m) 7.8 7 
(2H, d. J=8.9Hz) 7.93-7.99 (2H. m) 8.25-8. 
3 1 (2H, m) 
EI-MSm/z ; 54 3 (M + ) 

■ 

I R (KBr, cm" 1 ) 3423, 1 734. 1 641. 160 1, 1 
525 

(s) -2- (4-7/M-D'Oyy J\<) 7; 7-3- {4- [2- (5 

fc° >ixf;nxfM8!S 
^JfcflJ 1 (0.8 6g) h 0 7J\'*B&M(Dftt>t)\z4 

ftzm? z&mt&m co. 4 8g) 

'HNMR (CDCls, ppm) 1.2 8 (3H, t. J = 7.3Hz) 2.3 
7 (3H, s) 2.97 (2H. t. J=6.6Hz) 3.11-3.26 (2 
H, m) 4.17-4.25 (4H, m) 4.96-5.03 (1H, m) 6. 
48 (1H. d. J = 8.3Hz) 7.00-7.12 (4H. m) 7.3 7 
-7.46 (3H. m) 7.64-7.76 (2H. m) =7.95-7.9 
9 (2H. m) 
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E I -MS m/z ; 5 16 (M + ) 

IR (KBr, cm" 1 ) 3 3 3 4. 1 72 6, 1 65 7, 1 60 1. 1 
525, 15 1 2 

(s) i;-3- {4- [2- (5-^;K2-7x 

(o. 8 6g) frbmTmm®Rt>oiz^±mTicgm 

to (0. 5 6g) 

*HNMR (CDCls. ppm) 1.26 (3H. t. J = 7.3Hz) 2.3 
7 (3H. s) 2.97 (2H, t. J = 6.6Hz) 3.02-3.15 (2 
H, m) 4.14-4.24 (4H, m) 4.86-4.93 (1H. m) 6. 

00 (1H. d. J = 7.3Hz) 6.82 (2H. d, J = 8.6Hz) 7. 

01 (2H. d. J=8.6Hz) 7.26-7.4 7 (3H. m) 7.95 
-7.99 (2H. m) 8. 1 6 (1H. s) 

E I —MS m/z ; 4 2 2 (M + ) 

IR (KBr, cm" 1 ) 3 334. 1 72 6, 1 6 57. 1 6 1 0. 1 
5 8 1, 1553.1 5 12 

mmw 4 2 

(s) -3- {4- [2- (5-^f;P-2-7x-;V-4-ttty'J 
/U) + 7i-iH -2-7oft-;l/7; /7n t?*>$aL^ 

^ilfll 1 ©ft&^i (0.8 6g) ri^&TKh U 7/M-nS*it©tt*>*)K:7' 
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Z>mMl&® (0. 6 2g) £'f§S 0 

'HNMR (CDC1 3 , ppm) 1.12 (3H, t. J=7.6Hz)1.2 
5 (3H. t, J = 7. 3 Hz) 2. 1 9 (2H. q, J = 7. 6 Hz) 2.3 

7 (3H, s) 2.96 (2H, t, J = 6.6Hz) 3.01-3.12 (2 
H. m) 4.13-4.24 (4H. m) 4.78-4.8 5 (1H, m) 5. 

8 5 (1H. d. J = 7. 6 Hz) 6. 81 (2H, d, J = 8. 6 Hz) 6. 
99 (2H, d. J = 8.6Hz) 7.26-7.4 7 (3H, m) 7.96 
-7.9 9 (2H, m) 

E I -MSm/z ; 4 5 0 (NT) 

I R (KBr, cm" 1 ) 34 1 1, 1 73 6, 1 6 4 3, 1 61 0. 1 
535 

_(s) J-Z- {4- [2- (5->f^-2-7x 

nmm 1 ( 0 . 8 6 g) h V 7 o &Wt<DRt> *) JCiS 

(0. 6 3g) £?i£ 0 
'HNMR (CDCI3, ppm) 0.9 2 (3H. t, J=7.3Hz) 1.2 
5 (3H. t, J = 6.9Hz) 1.56-1.70 (2H, m) 2.15 (2 
H, t, J = 7.6Hz) 2.38 (3H, s) 2.97 (2H, t, J=6. 
6Hz) 3.0 3-3.12 (2H, m) 4.16 (2H, q, J=6.9Hz) 
4.22 (2H, t, J = 6.6Hz) 4.7 9-4.86 (1H, m) 5.8 
5 (1H, d. J = 13.8Hz) 6.81 (2H, d, J = 8.6Hz) 6. 
99 (2H. d, J=8.6Hz) 7.39-7.4 7 (3H, m) 7.95 
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-8.0 0 (2H. m) 
E IMS m/z ;464 (M + ) 

I R (KBr, cm' 1 ) 3 33 0. 173 0, 164 1. 161 0. 1 
5 8 1. 1 5 3 9. 1 5 1 2 
HH&0IJ4 4 

(s) -2-*fi>ZJV*-j\,TZ y-3- {4- [2- (5-^^;l/- 
2~7x-;p-4-^+1fVy/l/) ^h + i/] 7x-;H ^dWv»x 

^sisfli 1 ©ft&gj (o. 5 0g) fr*mimm<Dft.t>*)\zt9i/x)v*- 

^ (0. 19g) £f#* 0 

'HNMR (CDC1 3 . ppm) 1.2 8 (3H. t. J = 6.9Hz) 2.3 
8 (3H. s) 2.72 (3H. s) 2.94-3.12 (4H. m) 4.1 
7-4.25 (4H. m) 4.29-4.3 7 (1H. m) 4.7 7 (1H. 
d. J = 8.9Hz) 6.85 (2H. d. J=8.6Hz) 7.08 (2H. 

d. J = 8.6Hz) 7.37-7.47 (3H. m) 7.96-8.00 (2 
H. m) 

E I -MS m/z ; 4 7 2 (M + ) 

I R (KBr, cm" 1 ) 3 33 0. 1 73 0. 1 64 1. 1 61 0. 1 
58 1, 1539. 1 512 
H&0J4 5 

(s) -2- h V7JU*vjt jiri y-3- (4- [2- (5 

m 1 ©ft&gg ( 0 . 4 3 g) ^ £&7KB£®?©tt*> *9 E I* U 7 /U* o / 

■ 

* 
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W***Efc£to (0. 1 lg) £$* 0 

»HNMR (DMSO-d 6 , ppm) 1.01 (3H, t. J = 7.3Hz) 
2.34 (3H, s) 2.79-3.14 (6H. m) 4.17 (2H, t, 
J = 6.6Hz) 4.39-4.48 (1H. m) 6.83 (2H, d, J = 
8.6Hz) 7.17 (2H. d. J = 8.6Hz) 7.4 7-7.53 (3H, 
m) 7.8 9-7.93 (2H, m) 8.14-8.18 (1H. m) 9.5 
5 (1H. d. J =8. 6Hz) 

E I -MS m/z ; 52 6 (M*) 

I R (KBr, cm" 1 ) 3302. 1 705. 1 650. 1 6 16. 1 
554. 1 51 5 

(s) -2 (1. 3 - y - 1 , 3-5>fc Kn-2Wy-f> KtfAO 
-3- {4- [2- ( S-ff-j]/- 2 -"7 i— 4 -jrf-WV ;U) j. 

Mt#l20ftM (0. 3 0 3g) ©i^y-;i/ (l 0ml) fflftc h l)x 
f-;i/T$ > (0. 1 4 2g) <kx h4->*yl/7K-;l/7^;W-T $ K (0.15 

»»l/T* TEtttt*W*S»Efl:£4Sl (0.16 3g) *%Z 0 

'HNMR (CDCls, ppm) 1.2 5 (3H. t. J=6.9Hz) 2.3 
1 (3H. s) 2.90 (2H, t. J = 6.6Hz) 3.41-3.56 (2 
H. m) 4.13 (2H. t. J = 6.6Hz) 4.24 (2H. q, J = 6. 
9Hz) 5.08 (1H. dd. J = 7.2&5.9Hz) 6.70 (2H. d. 
J = 8.6Hz) 7.04 (2H. d. J = 8.6Hz) 7.36-7.4 5 (3 
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H. m) 7.6 0-7.8 0 (4H. m) 7.93-7.9 7 (2H. m) 
E I -MS m/z ; 5 24 (M + ) 

IR(CHC1 8 , cm"') 3 0 20, 1 78 0. 1 7 40. 1 7 1 6. 
1515 

* 

- • 

m mm a i nm 5 2 ®&mmn<DWtm] 

(s) -2- t-7Y*i/-h)\,tf-)\,Tl {4- [2- (5- 

^^7l/-2-7x-;l/-4-^+^y ,, J^) xh+->] 7x-;W y d h" 
t>Kxf;i/xxf^ (Hai^JlT^t»tl^^^) (1. 4 8 2g) £^ 
^y-yp (2 0ml) »r*«¥U 1 M*mti- h >J (4.8ml) £ 

Sax.. MaT3^S^-ra 0 STSilSi&SU #;M-C>& (1.2 7g) 

(Ms. 466 (M + ) > IR (KBr) 1716 cm" 1 (br.) ) 
±fc®*Jl/*;>m (1. 2 2g) ©THF (2 Oml) Kn 
^•>3/s^gj>r $ k (0.3 01g) „ 9*s9xa*s**sJM)JW*J4 i K (0 
. 5 3 9g) £iD*x ^S-C2 l^fi^-f-So 7*«J*Jt4bx Jfi&&ai 

SteMx* (1. 3 0g) £££o 

l HNMR (CDC1 3 . ppa) 1.41 (9H. s) 2.3 7 (3H. s) 
2.85 (4H. br.) 2.97 (2H. t. J = 7.6Hz) 3.11-3. 
26 (2H, m) 4.22 (2H, t. J = 6.6Hz) 4.86 (1H. b 
r.) 6.85 (2H. d. J = 8.6Hz) 7.18 (2H, d. J = 8.6 
Hz) 7.36-7.44 (3H. m) 7.96-7.9 9 (2H, m) 

E I-MSm/z ; 56 3 (NT) 

I R (KBr, cm" 1 ) 3 36 1, 1 738. 1 6 90. 1 5 1 4 
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nmm 4 7 

(s) -2- h V7Jl*u7-b?J\/7% J-Z- {4- [2- (5 
^-2-7x-;i/-4-^-+^y>J>'i/) xh*s/] 7x-;H ^Dft> 

Sttx*fy|, (0. 6 5 0g) <D ! J**V> (2 0ml) &&K2 8*>T> 

*-T7k (o.3g) *in* % MMT4^jt^-r5e m&&*mm&* m 

at$£S"f*o JSA&HttiCiM y^Dtr/ux— f-^*jDA»WU S£$L 

T7; K(t (0. 5 1 lg) £f|S 0 

K<* (0.4 7 2g) i:h'j7MDffii (3ml) £in;LE&-? 3 B# 
R3#S-f S„ RJ6fc*«ETK:«*8t£B UfcgL ttft>f-l/> (1 0ml) 
lw*»U h U if ;P7 i > (0.2 2 5g) . *t*hU7;^D»K (0. 
2 5 5g) *JD*MT2 4^IBHl»-rSo tt&SOABSU ttfttl/r* 
TEtttt**f «»Eft*» (0. 3 2 2g) 

l HNMR (DMSO-de. ppm) 2.4 9 (3H, s) 2.94-3.2 
1 (4H, m) 4.32 (2H, t, J = 6.6Hz) 4.54-4.63 (1 
H, m) 6.9 9 (2H, d, J = 8. 6 Hz) 7.3 3 (2H. d, J =8. 
6Hz) 7.60-7.6 9 (3H. m) 7.83 (1H. s) 8.05-8. 
08 (2H. m) 9.66 (1H. d, J=8.3Hz) 

E I -MSm/z ; 46 1 (M + ) 

I R (KBr, cm' 1 ) 3 4 7 1, 3290. 1 70 3. 1 668. 1 
6 1 6. 155 2, 1 5 1 4 
HWJ4 8 

* 

(s) -2, 2. 2- M)7**d-N- [2- {4- [2- (5-jrff 
^-2-7xi^-4-*WJ4/) xh+<>] 7x-;H -l- (t* 
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SttiXxyP (0. 6 3 4g) ^£HJ60>J4 7 iH&KlLT. TEtett* 
*-*"**Efl:^4» (0. 3 3g) £H So 

'HNMR (CDCI3, ppm) 1.55-1.80 (4H.m) 2.3 7 (3 
H. s) 2.59-2.6 7 (1H. m) 2.92-3.04 (4H, m) 3. 
28-3.53 (3H. in) 4.22 (2H, t, J = 6.9Hz) 4.77 
-4.85 (1H. m) 6.82 (2H. d, J = 8.6Hz) 7.0 7 (2 
H. d. J = 8.6Hz) 7.32 (1H. d, J = 7.6Hz) 7.37-7. 
47 (3H, m) 7.95-7.99 (2H, m) 

E I -MSm/z ; 5 1 5 (M + ) 

I R (KBr, cm- 1 ). 329 0, 170 5. 167 0. 161 6. 
15 14 

(s) -N-x^;i/-3- {4- [2- (5-^f^-2-7x-/V-4 
-**-frV , ';yi') xf+j/] 7 xx;H -2- (2. 2. 

*£tfex*-r^ (0. 8 4 5g) *^H»J4 7 LT^ TEtttt* 

*tf-*^Efl:&$l (0. 5 1 6g) %mZo 

'HNMR (DMSO-d«, ppm) 1. 0 1 (3H. t, J = 7.3Hz) 
2.34 (3H. s) 2.79-3.14 (6H. m) 4.17 (2H. t. 
J = 6.6Hz) 4.39-4.48 (1H. m) 6.82 (2H. d, J = 
8.6Hz) 7.17 (2H. d, J = 8.6Hz) 7.47-7.53 (3H. 
m) 7.8 9-7.93 (2H. in) 8.14-8.18 (1H. m) 9.5 
5 (1H. d. J = 8. 6Hz) 

E I -MSm/z ; 4 8 9 (M + ) 
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I R (KBr, cm-'). 3302, 1 705. 1650, 1 6 1 6. 
1 5 5 4. 1 5 1 5 

mmm 5 0 

(s) — N. {4- [2- (5->^I/-2-7x- 

jV-4-**-*VV)\>) ih^S/] -7x-;W -2- (2. 2. 2-hU 

(0. 8 4 5g) a^HlfeflU 7<!:^liLT. TEtttt£ 
#«*Eft£a (0. 6 0 0g) £<, 

»HNMR (CDCls. ppm) 1.03 (3H, t, J = 7.3Hz) 1.0 
8 (3H. t. J = 7.3Hz) 2.37 (3H. s) 2.84-3.14 (7 
H, m) 3.51-3.64 (1H. m) 4.2 1 (2H. t. J = 6.6H 
z) 4.9 7 (1H. dd. J = 1 3. 9&7. 9 Hz) 6.8 2 (2H. d, 
J = 8.6Hz) 7.07 (2H, d. J=8.6Hz) 7.3 7-7.47 (3 

* 

H. m) 7. 9 6-8. 0 0 (2H. m) 
E I -MS m/z ; 5 1 7 (M + ) 

I R (KBr, cm' 1 ). 3020. 1 720. 163 7. 1512 

(s) -2. 2. 2- F'j7^tn-N- [2- (4- C2- (5-^ 
;u-2-7x-;b-4-^+1fV»;;i/) x|>^>] 7x-;H -1- 

SttiXf/l- (0. 8 4 5g) >£H«§0J4 7 tmmzbX^ TKtttt* 
*T-i"**E^«l (0. 5 6 9g) 

'HNMR (CDCls. ppm) 2.3 8 (3H. s) 2.86-3.71 (1 
2H. m) 4.22 (2H. t. J = 6.6Hz) 4.98-5.0 6 (1H. 
m) 6.85 (2H. d. J=8.6Hz) 7.05 (2H. d. J = 8.6 
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Hz) 7.35-7.4 7 (3H. m) 7.96-8.00 (2H, m) 
E I —MS m/z ; 5 3 1 (M + ) 

IR (KBr, cm" 1 ) 3 46 3. 3 3 1 0. 1 72 0. 1 63 2. 1 

5 5 4. 1 5 1 4 

mmm 5 2 

(s) - [3- {4- [2- (5-^f^-2-7x-;l/-4-tW 
yyl/) ih + i/] 7 x-;H -2- (2. 2. 2- h V ? frXvT-bl-fr 

gttxxx^ co.8 4 5g) frbnmmA'i ftmmzLT, TE&t*£ 

*rT*^IEfl:&& (0. 6 4 3g) 

*HNMR (CDC1 8 . ppm) 1.2 6 (3 H. t. J = 7. 3 Hz) 2.3 

7 (3H. s) 2.97 (2H. t. J = 6.6H) 3.00-3.15 (2 

H, m) 3.86-4.03 (2H. m) 4.15-4.24 (4H. m) 4. 

57-4.65 (1H. m) 5.9 7 (1H, br.s) 6.85 C2H. d. 

J = 8.6Hz) 7.11 (2H. d, J = 8.6Hz) 7.2 1 (1H. d, 

J = 7.3Hz) 7.40-7.47 (3H. m) 7.96-7.99 (2H, 
m) 

E I -MSra/z ; 54 7 (M + ) 

IR (KBr, cm" 1 ) 3 30 0. 1 736. 1 70 7. 1 6 59. 1 

6 1 2. 1 552, 15 1 4 

a 

(s) -2-x^;WT$ J-i- U- [2- (5-yf^-2-7iz 
^JfeflJ 5 ©£ii)crt:&$l (0.27g) Oi-fil/ (5ml) ^C4N-H 
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ci-i;t*t>*» (o. 3mi) ^jn^a-ci smmmw-tZo £b 

(0.2g)*H* e 

'HNMR (CDC1 3 , ppm) 1.15 (3H. t, J = 6.9Hz) 1.5 
0 (3H. t. J = 7.3Hz) 2.37 (3H, s) 2.96 (2H, t. 
J = 6.6Hz) 3.10 (br.s) 3.35-3.68 (2H, m) 3.96 
(1H, br. s) 4. 1 1-4. 2 3 (4H, m) 6. 8 2 (2H. d, J 
= 8.6Hz) 7.16 (2H. d, J=8.6Hz) 7.41-7.47 (3 
H, m) 7.96-7.99 (2H, m) 

FAB-MS m/z ; 4 23 (NT+l-HC 1 ) 

HJfe^5 4 

(s) - 3- (4- [2- (5-^^-2-7 xi^-' 4 - t+f 7 >J 
;l/) xh + i/] 7 x —M -2-n-7 , ntr;l/T^ S 7 v \£* /U 

nmmi lo^mt^m co. 3g) ^^mmm5 3tmm^MLx^ 

TEtttt*Wf**e*MW[ (0.2 4g) &$5 0 

ft 

'HNMR (CDCI3, ppm) 0.96 (3H. t, J = 7.3Hz) 1.1 
7 (3H, t, J = 7.3Hz) 1.85-2.0 7 (2H. m) 2.42 (3 
H. s) 3.08 (2H, t. J = 6.6Hz) 3.32-3.60 (2H. 
m) 3.98 (1H, br.s) 4.15 (2H, q, J = 7.3Hz) 4.2 
7 (2H. t, J = 6.6Hz) 6.81 (2H, d. J =8. 6 Hz) 7.1 
7 (2H, d. J = 8.6Hz) 7.48-7.5 0 (3H, m) 8.11- 
8. 1 5 (2H, m) 

FAB-MS m/z ;4 37 (MH1-HC1) 
HJfe0J5 5 ' 
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(s) -2-4V7u\£A,T% J-Z- {4- [2- (5-^x^-2- 

m#i9o&ftftM (o. i og) frznmm5 3 iH*i:*iit, 

TKtttt*^-* *3HEttIMS (0. 0 9g) *m 0 
l HNMR (CDCls. ppn) 1.16 (3H, t, J = 7.3Hz) 1.4 • 

8 (3H. d. J = 6.6Hz) 1.55 (3H, t, J=6.6Hz) 2.3 

9 (3H. s) 3.01 (2H. t. J = 6.3Hz) 3.30-3.7 5 (3 
H. m) 4.03 (1H. m) 4.16 (2H. q. J = 7.3Hz) 4.2 

8 (2H. t, J = 6.3Hz) 6.82 (2H. d. J = 8.9Hz) 7.1 
8 (2H. d. J = 8. 9 Hz) 7.44-7.46 (3H. m) 8.03- 
8. 0 7 (2H, m) 

FAB-MS m/z ;437 (MH1-HC1) 
(s) -2-'fv7W;>'-3- {4- [2- (5-^^-2-71 

UUmi 94>&JAfl:6ti (0. 4 5g) ^£31*16005 3 iEEBCMSI-e. 
TEtttt*W1***iEttil« (0. 3 6g) 

! HNMR (CDCls. ppm) 1.02-1.06 (6H, m) 1.20 (3 
H, t. J = 7.3Hz) 2.25-2.70 (2H, m) 2.39 (3H, 
s) 3.03 (2H, t. J=6.3Hz) 3.40-3.62 (2H, m) 
4.03 (1H. br.s) 4.18 (2H. q. J = 7.3Hz) 4.27 (2 
H, t, J = 6.9Hz) 6.82 (2H. d, J = 8.6Hz) 7.20 (2 
H. d. J = 8.6Hz) 7.4 3-7.4 7 (3H. m) 8.06-8.11 
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(2H. m) 

FAB-MS m/z ; 45 1 (M + +1-HC1) 

mmm 5. 7 

(s) -2-^>>>;l/7* 7-3- {4- [2- (5-^;!,-2-7 i 

^«2 50£jj£ft&^ (0. 3 2g) frh>nMM5 3 <t^«SLT, 
TEtttt*WT««Ett»!fl (0. 1 4g) £g* 0 

*HNMR (CDCls, ppm) 1.14 (3H, t, J = 7.3Hz) 2.4 
0 (3H. s) 3.05 (2H. d, J = 6.9Hz) 3.30-3.52 (2 
H. m) 3.80 (1H, br. s) 4.00-4.3 0 (6H, m) 6.77 
(2H, d. J = 8.6Hz) 7.11 (2H. d. J = 8.6Hz) 7.25 
-7.60 (9H. m) 8.10-8.14 (2H, m) 

FAB-MS m/z ; 4 8 5 (M + +1-HC1) 

HJfe#l5 8 

(s) - 2 - Vx-TJVT {4- [2- (5-^f^-2-7x 

nmmso&miei® (i. o og) frznmms 3 tmmizmmbx, 

TEtttt*frr««E*»tt (0. 5 7g) £®S 0 

»HNMR (CDCI3. ppm) 1. 08 (3H, t. 3 = 7. 3 Hz) 1. 4 
5-1.60 (6H. m) 2.3 7 (3H, s) 2.97 (2H, t. J = 
6.6Hz) 3.10-3.90 (7H, m) 4.08 (2H, q, J = 7.3 
Hz) 4.21 (2H, t. J = 6.6Hz) 6.83 (2H. d. J = 8.6 
Hz) 7.18 (2H. d, J = 8.6Hz) 7.40-7.4 3 (3H. m) 
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7. 9 6-7. 9 9 (2H, m) 
FAB-MS m/z ; 45 1 (M + +1-HC1) 



K-Ay/Ta JclJ (jggu B*? 1 OiiM> 1S¥=3E) * 

fflt^o wzi^ umm% 5 nmfr tce-2j (b#*l/ 

Tlfe^d: U *©*S»JR«kOJllljft*^<y (5 0 u L) U <*fi 

^as^b^o jfli«tt**^^bx su>#ibi (iooo omitex 5#) 
^*5S£*t) ^ffl^xsn^u^o ^mcow-^ssmm (^4ooog/dL) 

WU<«:«J:^C»^bfca. *3&iJIHfc£&*t&5fe*aft CCE-2J 
CO. 0 2 0%*S^IS0. 0 0 5%©9J^Tjl-tffcSSIi5^T4BFMW 

■ 



5tt7'J^>/> GMftl&: 0.0 2 0%) ^©HHI&Of 



CjjrftfcO-c*-**:, 



VMS rv""»71 rtta V 



x l 0 0 
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(0) 

m i 
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jlfil£X{t$ 
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■ i 

nma-t^ rjci/icRj -^vx a*^u7, 6ii#a> ip 



1 
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pi 



# © $g a 



1. - 



Ms* (I) 



A— (CHaJm. 




COR, 



*t"Ct*T& J:^ffifi7/I/^ >*yi/*.=./i/7 $ yg. ^c^-if>x;i/*-;l/7 

®£&^fcgig££-f e Rax RattS^Klkfcl/tTkt^ fi&7;i/*;wg. 

til © H^IStiit «»: i tc^«|fi!t LT ^ S 5 M * li 6 Ji ©^#^s r n M 
sSgg&fiig^M^i/g. M7^y^yi/S, ^:/W;i/g x - hum 

TS& $ tiX^X t> <k i Htt«7-/i'# J <f ;wg. ©$7^=1 * *> ft 

g, 3^T©^oy>[i^Tg^$tlT^Tt>cJ:t>fiiSi7>'P^V^^ . 
--fl"g££-ffr*fctt x R 2 tR,i-c-o07^;K? Kg. ttitext? 
f-Mi Kg^fo R4l2^E^>tf:'3g©2ft£fcli3&K:g&L 
fcTkSU - hng x i£&7;io*S/g, ^oy>H^^ii7KKg^-r 0 

li. 5$ (II) x (III) (IV) 




(I I) 



(I I I) 



(IV) 
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R B , R 6 ii&*3!fe:£LT7kf{t. ffi»7/l/*>l/£ % 7x_;H, f- 

] 

ti t> © EH ft (iff S W§ 5 tg 0 

3. A #3$ (II) 

(II) 

■ 

•C^ $ ti 5 ST* S v tit *©fGl8S& 2 SIE*&©£r& 2-7;;-3-7x 

4. A #3$ (III) 

R 7 




(I I I) 



[5*;4\ R7«7K^^^(ii£IR7>»l/+>'I/S^-r o ] 
T^SftSg-e&S. iit#©igfflSfl2£fe$©S&r£2-7$ /-3-7x 
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5. A*^ (IV) 




(IV) 



-C^$*i5S-C*5> ff#©f§li!g2^E«©£r8i2-7S y-3-:7x 
HIS 3 TMBMomm 2-7;7-3-7x -;l/7*n t?* ti 

tt 2 «©KTF36<ft«K?i: <!: & ISR*4t& LTl**5fi*fctt6 M©^S 
IH 6 3KIStt0*r& 2-T^y-3-7i-;t/^ntr^ £ tt * 

8. Ritfffi&T^n+S/gTN&tK R 2 ^ R 8 *<£*Sfei£UT**x ffi 

9. 2-T^y-3- {4- [2- (5-/^-2-7x^-4- 

3- U- [2- (5-^f/l'-2-7x-/l/-4-W/'J/l/) jc h 
*'>3 7±-M ; 2-xf-;U7$ y-3- {4- [2- (5 
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3- {4- [2 - (5->f^-2-7i- )V- 4-**W>) )V] 7i 
-A) -2-n-7*o tVPTi ;7 , oft>I ; 3- {4- [2- (5- 

;7°v\s*>® ; 2 -n -7^1/7 $ y-3- (4- [2- (5- 
>^;P-2-7x-;l/-4-^^-tfyU/P] 7x-;b] 7n ; 2 
-^77^A7$ y-3- {4- [2- (5->^-2-7x-;V-4 
-**i>-y*'J;l/| 7x-;W 7v\f*>Wt; 2-sec-7^A>7^y-3 
- (4- [2- (5-^^-2-7x-;i/-4-^+-^ 4 /U;u] 7x- 
;W 7Dft>i; 3- {4- [2- (5->^-2-7 I ^-4- 
**rV-V x )A/\ 7 -2-n-^;l/7i>'7'Dtt>S; 3- 

(4- [2- (5-^A-2-7x— A^-**^/';;!/) 7x-M 
-2--fVW;l/7; y 7*0 tf*:/® ; 3- {4- [2- 
-2-7i^-4-t+tv*'J;l'] 7x_;H -2-**^>^;U7S 
yyofcr^->K; 2-n^->\*2/;i/7Sy-3- {4- [2- 
^-2-7x-^-4-^+-9-Vli;P] 7x-;l/} 7ott>i;2-n 
-'nt'^^t- y-3- {4- [2- (5-^f;i/-2-7x-;v-4- 

7x-;H 7Dk't>g; 2-n-*^;l/7$ y-3- 

{4- [2- (5-^f/i'-2-7x-;l'-4-*WJ;l/] 7 t ^) 
7ot^->if ; 2-*yi?)VTx y-3- U- [2- ( 5 - * f-A- 2 
- 7 x —jl- 4 v* y 7x-;W yob'tvil; 2-i^yf;i/ 
7$y-3- (4- [2- (5->^;w-2-7x-^-4-5i-+1fyy 
x)>+->] 7x-;i/] yub'tfyge; 2 - -7^71/7 i J - 3 - {4 
-12 - (5 - > f /l/- 2 - 7 x-;i/- 4 -t+t >/y ^] 7 x-;H 7 

2--7-n-7Dh?;l>7$ J -3- {4- [2- 
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I'vyn t°^7^ 7-3- {4- [2- (5-^^-2-7x-;U-4 
-**-0-»/UAO 7x-;H yoh't^i!; 2 - 5*- n -7?\rt/7 * y - 

3- {4- [2- (5-^ f At 2 - 7 x-/l/- 4 - W'/'J 7x 

^D^>l;2-^-'fy7*W;y-3- (4- [2- (5 
-j/^;u-2-7x-;i/-4-^-+ify';7i/3 7x-*} 7u\f*ywt; 
2--y-sec-73-jl7 i y-3- {4- [2- (5-yf^-2-7x 

4 U>P] 7x-M T'Dtr^-vgr; 2-y-nr^>f 
*7 S / - 3 - (4- [2- (5-y^-2-7i^;l/-4-t+ty 
U*3 7x-;H -7 r Dft>K; 2-^-n-'\*S/*7S y-3- {4 

- [2- (5 2-7x-;l/- 4 •;*] 7x-;P) 7 
ne^->if; 2-*7-n-'\7^*7S y-3- {4- [2- 
^-2-7x-yl/-4-^-^^v r »;>'l/] 7x-;W 7" n tf* ; 2 - *7 

» 

-n-^-^;P7^y-3- {4- [2- (5-^f^-2-7x^- 

4- *fWVM 7x-;H 7ntf^->iE ; 2-^>S^>UT$ /-3 

- (4- [2- (5 2-7x^;l/- 4 -^-^/'J *] 7i- 
*} 7Det>i; 2-T$ y-3- {4- [2- (5-^^-2-7x 

4 V'J;l/) iF*^ 7x-;H yo^>S?jt.^^ix 
2-y^;U7$ y-3- (4- [2- (5-^;t/-2-7x-;P 
-4 ^) x^y] 7x-;H 7obT;j-ygM^l/iX-r* 
: 2-^f-^75 y-3- {4- [2- (5->f ;l/-2-7x^-4 

7x-;l/} 7ott>i!xf;i/x^f;i'; 3- {4- [2 

- (5-yf;l/-2-7x-;b-4-t+t 1 /'J ;U] 7xx;H -2-n 
- 7 p Dt>7i/ 7 Dhr^>ifJi:^;l/x^xyl/; 3- 14- [2- (5- 

yf-;P-2-7x-yi/-4-^-9-V»;;i/] 7xx;H -2--fvyne 
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JUT* /ya^tym^Jl^X'r^ ; 2-n-rw^;-3- {4 

- [2- (5-^^-2-7i-;l/-4-tWJ^J 7 i^M y 
□ e*>»x*;bxx^i, . 2->T vyfyP7; y-3- {4- [2- (5 
-^^i/-2-7x-;i/-4-**1^/'J;i/] 7x-;W :/d tfjj-^&x 
f ^x^f ^ ; 2 -sec- 7 ? j\,T Z J-Z- {4- [2- (5-/^yl/ 

- 2 - "7 xxyi/- 4 V U AO "7 x— A/} y d >&x?-;i,x:* 
xyp; 3- {4- [2- (5-^^-2-:7x-/u-4-**lfyy;l/| 
7x-;W -2-n-^>W$ 7 7n fcf* vi^f-Aocx-fA/ ; 3- 

(4- [2- (5->f;l'-2-7i-;l'-4-t+^/>J^] 7x-;W 
-2— f VOfjUTS y^otftVRxfyi/xxf^; 3- {4- [2 

- ( 5 - > f /V- 2 - 7 4 - t+t «/ 'J 7 -2-* 
yfOTfrr ^yo If'fym^jteZTJl { 2 - n -K* ->A/7 5 7 
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*-4-**1fyyA0 x^j/] 7ix;H yuW^lxf^f 
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- (5-y^;U-2-7i->»l/-4-^-^yU^) x^<>] 7xx;H 
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[2- (5-J1-j\/-2-7 ^-4-**-^yy^/) ^h**>] 7i 

TiJ-3- (4- [2- (5-> 2-7 4-^-+1f V; 
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U S^-l-aA^— AO -xf^] 7-fe^S F : N-x*A/-3- {4 

- [2- (5 f 2 - 7 4 >J ^) xh4-->] 7x 
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* K ; N, N-S?x*-A/-3- {4- [2- (5->f;l'-2-7xx/l/ 
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A/*- 0 7***75 J) yotT^>7$ 1 F : 2. 2. 2-hV7Wia- 
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